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SUMMARY: 

BSUM(79) 

Such pharmaceutical forms are prepared according to conventional 
techniques and contain a compound of this invention together with solid 
or liquid pharmaceutical excipients and additives such as, 
stabilizers, salts for regulating the osmotic pressure, buffers, 
sweetening and colouring agents suitable for pharmaceutical use. 

DETDESC: 



DETD (3) 



To a suspension of (R) -cysteine hydrochloride (7.88 g; 0.05 moles) and 
potassium acetate (4.9 g; 0.05 moles) in a mixture of water and ethanol 
(150 ml; 1:1 v/v) previously deoxygenated by a stream of nitrogen, a 
solution of (2RS) -2- ( 4-isobutylphenyl ) -propanal (10 g; 0.052 moles) in 
ethanol (10 ml) is added dropwise while stirring at room temperature. 

DETDESC: 

DETD (8) 

To a solution of (R) -cysteine methyl ester hydrochloride (8.12 g; 47.3 
mmoles) and potassium acetate (5 g; 51 mmoles) in a mixture of water (45 
ml) and methanol (35 ml) previously deoxygenated by a stream of 
nitrogen, a solution of (2RS) -2- (4-isobutyl-phenyl) -propanal (9 g; 0.0473 
moles) in ethanol (10 ml) is added dropwise under stirring at room 
temperature . 

DETDESC: 

DETD (69) 

To a solution of R-cysteine methyl ester hydrochloride (3.3 g; 0.048 
moles) in pyridine (100 ml), deoxygenated by a stream of nitrogen and 
kept under stirring at room temperature, 2- [ ( 3-trif luoromethyl ) - 
phenylamino] -benzaldehyde (11.7 g; 0.0044 moles is added. 

DETDESC: 

DETD(200) 

The preventing action of the Compounds of this invention on GSH 
depletion in vivo has been tested in the mouse, more specifically in 
swiss albino CD/1 females weighting 20 to 30 g. These mice were kept on 
an empty stomach for 16 hours before treatment. Toxicity was induced by 
administering 800 mg/kg of paracetamol (NAPA) via peritoneal route; 
this dosage induces a lethal effect in about 70% of the mice. Compounds 
under test were administered by mouth (2% Suspension in gumarabic) 60 
minutes before NAPA. 
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DETDESC: 
DETD ( 3 ) 

To a suspension of (R) -cysteine hydrochloride (7.88 g; 0.05 moles) and 
potassium acetate (4.9 g; 0.05 moles) in a mixture of water and ethanol 
(150 ml; 1:1 v/v) previously deoxygenated by a stream of nitrogen, a 
solution of (2RS)-2-(4-isobutylphenyl)-propanal (10 g; 0.052 moles) in 
ethanol (10 ml) is added dropwise while stirring at room temperature. 

DETDESC: 

DETD (8) 

To a solution of (R) -cysteine methyl ester hydrochloride (8.12 g; 47.3 
mmoles) and potassium acetate (5 g; 51 mmoles) in a mixture of water (45 
ml) and methanol (35 ml) previously deoxygenated by a stream of 
nitrogen, a solution of (2RS) -2- ( 4-isobutyl-phenyl ) -propanal (9 g; . 0.0473 
moles) in ethanol (10 ml) is added dropwise under stirring at room 
temperature . 

DETDESC: 

DETD (69) 

To a solution of R-cysteine methyl ester hydrochloride (3.3 g; 0,048 
moles) in pyridine (100 ml), deoxygenated by a stream of nitrogen and 
kept under stirring at room temperature, 2- [ ( 3-trifluoromethyl) - 
phenylamino] -benzaldehyde (11.7 g; 0.0044 moles is added. 

DETDESC: 

DETD(200) 

The preventing action of the Compounds of this invention on GSH 
depletion in vivo has been tested in the mouse, more specifically in 
swiss albino CD/1 females weighting 20 to 30 g. These mice were kept on 
an empty stomach for 16 hours before treatment. Toxicity was induced by 
administering 800 mg/kg of paracetamol (NAPA) via peritoneal route; 
this dosage induces a lethal effect in about 70% of the mice. Compounds 
under test were administered by mouth (2% Suspension in gumarabic) 60 
minutes before NAPA. 
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APPLICATION DETAILS: 
PATENT NO KIND 
\ EP 159852 A 



APPLICATION DATE 
EP 85-302470 850409 



PRIORITY APPLN. INFO: US 84-600809 840416 

REFERENCE PATENTS: l.Jnl.Ref ; A3... 8720 ; GB 818251; No-SR.Pub 

INT. PATENT CLASSIF.: A61K009-20 
BASIC ABSTRACT: 

EP 159852 A UPAB: 930925 

A stable, directly tabletable compsn. of two or more pharmaceutical^ 
active ingredients which are interactive with each other is produced by 
blending one of the active ingredients with a binder and a filler, wet 
granulating the mixture produced in the presence of a solvent, drying 

then 

sizing the granulated mixture, and blending the mixture with one or more 
other active ingredients. 

Active ingredients include codeine and its salts which react with 
non-steroidal analgesics such as acetaminophen, aspirin, ibuprofen and 
sodium naproxen in such a way as to cause discolouration of the product 
and to adversely affect the stability of the active ingredients. These 
cpds. may be used in the present compsns. without these deleterious 
effects. The codeine may be replaced by oxycodone, hydrocodene and other 
narcotic and non-narcotic analgesic agents. 

ADVANTAGE - The process eliminates the need for wet granulation when 
two or more interactive cpds. are present. 
0/0 

FILE SEGMENT: CPI 
FIELD AVAILABILITY: AB 

MANUAL CODES: CPI: B04-A04; B10-C03; B10-C04B; B10-C04C; B10-D03; 

B12-C05; B12-D01; B12-M11 
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PATENT ASSIGNEE (S): (CRIN-N) LAB CRINEX SA 
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PATENT NO KIND DATE WEEK LA PG MAIN IPC 

FR 2747923 Al 971031 (9801)* 14 A61K047-12 

APPLICATION DETAILS: 

PATENT NO KIND APPLICATION DATE 

FR 2747923 Al FR 96-5259 960425 



< — 



PRIORITY APPLN. INFO 
INT. PATENT CLASSIF. 
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A61K031:165, A61K031:55, A61K047-12; A61K031:22, 
A61K031:55, A61K047- 

BASIC ABSTRACT: 

FR 2747923 A UPAB: 980107 

Composition (I) comprises at least one benzodiazepine compound and an 
antipyretic and is stabilised by benzoic acid, a salt and/or a 
derivative. 

USE - (I) is used where a benzodiazepine combined with an 
antipyretic 

is required e.g. in the treatment of arthrosis and other painful 
pathologies. (I) is particularly used to treat convulsions in unweaned 
babies. (I) are preferably administered orally as aqueous solutions. 

ADVANTAGE - The compositions have a practical shelf life due to the 
benzoic acid stabiliser and no longer have to be formulated immediately 
prior to use. 
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PATENT NO KIND PATENT NO 

AU 697187 B Previous Publ . AU 9537945 



PRIORITY APPLN. INFO: 
REFERENCE PATENTS: 
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No-SR.Pub ; S.Jnl.Ref ; EP 284039; EP 468929; EP 478838; 
EP 636365; EP 715846; GB 749285; JP 60013712; JP 
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INT. PATENT CLASSIF. 

MAIN: 



A61K000-00; 
A61K047-16; 
A61K009-20; 
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A61K009-02; A61K031-195; A61K031-60; 
A61K047-18; A61K047-22 
A61K009-22; A61K031-215 



SECONDARY: 
BASIC ABSTRACT: 

EP 715857 A 

An oral preparation comprises a solid compsn. contg. at least one active 
agent (I), at least one disintegrant, pharmaceutical adjuvants, and a 
component (II) that accelerates the disintegration of the compsn. in the 
mouth or in liquids. (II) is a water-soluble cpd. that is an amino acid, 
its salt and/or its deriv. 

Pref. the disintegrant is starch, cellulose, alginic acid, casein, 
and/or derivs. of these and/or insol. polyvinyl pyrrolidone. (II) is 
glycine, proline, hydroxyproline, lysine and/or their salts and/or 
derivs . 

Pref. the prepn. contains a hydrophilic (I) embedded in or coated with 
hydrophobic material. The hydrophobic material is a matrix or coating of 
shellac, stearic acid, gelatin, zein, gum arabic, cellulose deriv., 
acrylic acid polymer and/or vinyl acetate polymer. 

USE - The prepn. contains an analgesic and/or antirheumatic agent, 
such as paracetamol, acetyl salicylic acid, ketoprofen, ibuprofen and/or 
diclofenac sodium (claimed) . It is used to treat all sorts of painful 
conditions, including headache, rheumatism, pain in the limbs, migraine, 
toothache, gout, swelling, and inflammation. The prepn. is in the form of 
tablets or a granulate. 

ADVANTAGE - The tablets disintegrate readily without requiring long 
chewing, but are strong enough not to be damaged during mfr. or 

transport. 
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INT. PATENT CLASSIF. : A61K031-16 
BASIC ABSTRACT: 

DE 3306012 A UPAB: 930925 

Free- flowing paracetamol granules are produced by withdrawing moist 
paracetamol (I) from a centrifuge, converting it into a suspension contg. 
microfine (I) and either 2-20% starch or 1-5% hydroxypropyl methyl 
cellulose (HPMC) as the sole binder, and spraying the suspension into an 
air- fluidised bed of (I) /starch or (I) /HPMC granules. The temp, of the 
fluidised bed is from 40 to (for short periods) 80 deg. C and the 
relative 

humidity of the outlet air is not more than 40% (measured at 50 deg. C) . 

USE - (I) is an analgesic and antipyretic agent. The process employs 
lower temps, than spray drying processes, thus avoiding discoloration due 
to thermal decompsn. of (I), and is simpler than the f luidised-bed 
process 

of DE 3150557. 
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APPLICATION DETAILS: 
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APPLICATION 
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REFERENCE PATENTS: 
INT. PATENT CLASSIF.: 

SECONDARY : 
BASIC ABSTRACT: 

EP 356325 A UPAB: 940705 

Pharmaceutical compsns. for oral, topical or parenteral admin, to humans 
or animals contain up to 25 wt.% of a sparingly water-soluble drug (I) 
together with a glyceride (II) gelled with a cellulosic polymer (III). 

(I) is pref . doxycycline hyclate (hydrochloride solvated with EtOH 
and H20) , paracetamol, pyrantel pamoate, amoxycillin or a vitamin mixt. 
(II) is ,! gabrafil' (RTM) , 'Migliol' (RTM) , ■'abrafac' (RTM) , 
1 Transcutol 1 

(RTM) and/or a natural oil. (Ill) is ethyl cellulose or carboxymethyl 
cellulose and is present in an amt . of 1-10 wt.%. 

ADVANTAGE - The compsns. have good storage stability, even at high 
concns . of (I), can be administered by various routes (including i.m. or 
s.c. injection) without causing local irritation, and provide substained 
release of (I), e.g. over 40-84 hrs . on oral admin. 
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MAIN: A61K031-16 
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BASIC ABSTRACT: 

CA 2084028 A UPAB : 931119 

A compsn. for dissolution in hot water, for treating cold and flu 
symptoms 

compries, as wt.%: a) 0.9-17% analgesic selected from acetaminophen, 
acetylsalicylic acid, ketoprofen and ibuprofen; b) 0.07-0.14% 
antihistamine; c) 0.4-1.2% antitussive; d) 1-2% decongestant; e) 10-20% 
citric acid; f) 1.5-2.2% Na or KHC03; g) 1.5-3% CaC03; h) 2-4% flavours 
and sweeteners; i) 1.5-2.5% tablet lubricants; and j) further tabletting 
aids . 

The antihistamine is e.g. chlorpheniramine maleate, brompheniramine 
maleate or pyrilamine maleate. The antitussive is e.g. dextromethorphan 
hydrobromide, and the decongestant is phenylpropanolamine tartrate or 
bitartrate, phenylephrine bitartrate or pseudoephedrine sulphate or the 
corresp. HC1 salts. Tabletting aids include inert fillers or binders, 
partic. mannitol. Polyvinyl pyrrolidone, organopolysiloxane or dioctyl 
sodium sulphosuccinate surfactants may be included. 

USE/ADVANTAGE - The new compsn. is an effervescent tablet for 
dissolution in hot water, without the conventional use of sugar and 
without glycine. The bitter taste of e.g. acetaminophen is masked by 
CaC03 . 
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